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Claims 
1. A compound 



r formula 



(R 5 ) P 



\ V 



(D 



o 



a TV-oxide, a pharmaceuti&ally acceptable addition salt or a stereochemical^ isomeric 
form thereof, wherein : 
p represents an integer beingV), 1, 2, 3 or 4; 
q represents an integer being {k 1, 2, 3, 4 or 5; 
X represents O, S, NR 3 or a direct bond; 

R represents hydrogen, hydroxy\halo, amino, mono- or di(Ci-4alkyl)amino, Cj.galkyl, 
Ci.galkyloxy, C 3 _ 7 cycloalkyl, aryl, arylC^alkyl, aminoC^alkyl, mono- or 
di(Ci-4alkyl)aminoCi^alkyl or nWo- or di(Ci-4alkyl)aminoCi^alkylamino; 

R represents aryl, Het 1 , C 3 _ 7 cycloalLl, C^galkyl or Ci_ 6 alkyl substituted with one or 
two substituents selected from hydrbxy, cyano, amino, mono- or di(Ci-4alkyl)amino, 
Ci.galkyloxy, Ci.galkylsulfonyloxy^j.galkyloxycarbonyl, C 3 _ 7 cycloalkyl, aryl, 

aryloxy, arylthio, Het 1 , Het'oxy and Hkjhio; and if X is O, S or NR 3 , then R 2 may also 

represent aminocarbonyl, aminothiocarffipnVl, Ci_4alkylcarbonyl, 

C J .4alkylthiocarbonyl, arylcarbonyl or kiylthiocarbonyl; 
R 3 represents hydrogen or C^alkyl; 
each R independently represents Ci-6alkyl, hW polyhaloCi-6alkyl, hydroxy, mercapto, 

Ci-6alkyloxy, Ci-6alkylthio, Ci-6alkylcarbdnyloxy, aryl, cyano, nitro, Het 3 , R 6 , NR 7 R 8 

or C^aUcyl substituted with Het 3 , R 6 or NR 7 R 8 ; 
each R independendy represents Cl-6alkyl, halo,\polyhaloCi-6alkyl, hydroxy, mercapto, 

Ci-6alkyloxy, Ci-6alkylthio, Ci-6alkylcarbony\oxy, aryl, cyano, nitro, Het 3 , R 6 , NR 7 R 8 

or Ci^alkyl substituted with Het 3 , R 6 or NR 7 R 8 ; 
each R 6 independently represents Ci-6all^lsulfonyl,Wiinosulfonyl, mono- or 

diCC^alkylJaminosulfonyl, mono- or di(benzyl)amW>sulfonyl, 

polyhaloCi-6alkylsulfonyl, Ci.6alkylsulfinyl, phenWCt^alkylsulfonyl, 

piperazinylsulfonyl, aminopiperidinylsulfonyl, piperictoylaminosulfonyl, W-Ci^alkyWV- 

piperidinylaminosulfonyl; 
each R 7 and each R 8 are independently selected from hydrogen, Q^alkyl, 

hydroxyCi^alkyl, dihydroxyC^alkyl, aryl, arylCi^alk>4, C^alkyloxyQ^alkyl, 

Ci^alkylcarbonyl, arylcarbonyl, Ci^alkylcarbonyloxyCiidalkylcarbonyl, 

hydroxyCi^alkylcarbonyl, Ci^alkyloxycarbonylcarbonyl\mono- or 



# 
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di(Ci^a|^l)aminoCi^alkyl, arylaminocarb onyl, arylaminothiocarbonyl, 
Het 3 amilaocarbonyl, Het 3 aminothiocarbonyl, C 3 -7cycloalkyl, pyridinylC^alkyl, Het 3 and 

9^ \ 

R 9 and R 10 areVach independently selected from hydrogen, Q^alkyl, hydroxyQ^alkyl, 
5 dihydroxyCi\alkyl, phenyl, phenylCi^alkyl, Ci^alkyloxyC^alkyl, C^alkylcarbonyl, 
phenylcarbonyL Q^alkylcarbonyloxyCi^alkylcarbonyl, hydroxyCi-4alkylcarbonyl, 
Ci^alkyloxycarhonylcarbonyl, mono- or di(Ci^alkyl)aminoCi^alkyl, 
phenylaminocarbWyl, phenylaminothiocarbonyl, Het'aminocarbonyl, 
Het 3 aminothiocarb\>nyl, C 3 -7cycloalkyl, pyridinylC^alkyl, Het 3 and R 6 ; 

10 each R 11 independendy^ing selected from hydroxy, mercapto, cyano, nitro, halo, 
trihalomethyl, Ci-4al%loxy, carboxyl, Cl-4alkyloxycarbonyl, 
trihaloCi^alkylsulfonyldxy, R 6 , NR 7 R 8 , C(=0)NR 7 R 8 , aryl, aryloxy, arylcarbonyl, 
C 3 . 7 cycloalkyl, Q-vcycloakkyloxy, phthalimide-2-yl, Het 3 and C(=0)Het 3 ; 
R 12 and R 13 are each independently selected from hydrogen, Ci^alkyl, hydroxyQ^aUcyl, 

1 5 dihydroxyCi^alkyl, phenyl, phenylCi^alkyl, Ci^alkyloxyQ^alkyl, C^alkylcarbonyl, 
phenylcarbonyl, C^alkylcarbdnyloxyCi^alkylcarbonyl, hydroxy Q^alkylcarbonyl, 
Ci^alkyloxycarbonylcarbonyl, mono- or di(Ci^alkyl)aminoCi^alkyl, 
phenylaminocarbonyl, phenylaminothiocarbonyl, C 3 . 7 cycloalkyl, pyridinylQ^alkyl and 
R 6 ; \ 

20 aryl represents phenyl optionally subsklnt^d)with one, two or three substituents each 
independently selected from nitro, amto^halo, hydroxy, Ci-4alkyl, Ci-4alkyloxy, 
polyhaloCi-4alkyl, NR 9 R 10 , R 6 , pheiM^t 3 and C^allcyl substituted with NR 9 R 10 ; 
Het 1 represents a heterocycle selected frtrrv pyrrolyl, pyrrolinyl, imidazolyl, imidazolinyl, 
pyrazolyl, pyrazolinyl, triazolyl, tetrazoM, furanyl, tetrahydrofuranyl, thienyl, thiolanyl, 

25 dioxofanyl, oxazolyl, oxazolinyl, isoxazoM, thiazolyl, thiazolinyl, isothiazolyl, 
thiadiazolyl, oxadiazolyl, pyridinyl, pyrimidWl, pyrazinyl, pyranyl, pyridazinyl, 
pyrrolidinyl, piperidinyl, piperazinyl, morpholinyl, thiomorpholinyl, dioxanyl, dithianyl, 
trithianyl, triazinyl, benzothienyl, isobenzothiehyl, benzofuranyi, isobenzofuranyl, 
benzothiazolyl, benzoxazolyl, indolyl, isoindolyL indolinyl, purinyl, lif-pyrazolo[3,4- 

30 d]pyrimidinyl, benzimidazolyl, quinolyl, isoquinciM, cinnolinyl, phtalazinyl, 

quinazolinyl, quinoxalinyl, thiazolopyridinyl, oxazblopyridinyl, imidazo[2,l-b]thiazolyl; 
wherein said heterocycles each independently may optionally be substituted with one, 
or where possible, two or three substituents each inaependently selected from Het 2 , R n 
and d^alkyl optionally substituted with Het 2 or R n ;\ 

35 Het 2 represents a monocyclic heterocycle selected from py\rrolyl, pyrrolinyl, imidazolyl, 
imidazolinyl, pyrazolyl, pyrazolinyl, triazolyl, tetrazolyl\furanyl, tetrahydrofuranyl, 
thienyl, thiolanyl, dioxolanyl, oxazolyl, oxazolinyl, isoxazblyl, thiazolyl, thiazolinyl, 
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isothiazolyl/thiadiazolyl, oxadiazolyl, pyridinyl, pyrimidinyl, pyrazinyl, pyranyl, 
pyridazinyl, dioxanyl, dithianyl, trithianyl and triazinyl; wherein said monocyclic 
heterocycles eacnindependently may optionally be substituted with one, or where 
possible, two or thrte substituents each independently selected from R 11 and Ci^alkyl 
optionally substitutecrwith R 11 ; 
Het 3 represents a monocyclic heterocycle selected from pyrrolidinyl, piperidinyl, 

piperazinyl, morpholinyl, ttaomorpholinyl; wherein said monocyclic heterocycles each 
independently may optionalV^substituted with, where possible, one, two or three 
substituents each independentlVgelected from Q^alkyl, d^alkyloxy, carboxyl, 
Ci^alkyloxycarbonyi; C^aDcJ^bonyl, phenylQ-4alkyl, piperidinyl, NR 12 R 13 , R 6 and 




Ci-4alkyl substituted with R 6 or 



> 12 R 13 . 



A compound according to claim l'Wherein R 1 is hydrogen, hydroxy, halo, amino, 
Cj.galkyl, Ci.galkyloxy or mono- oKdi(Ci-4alkyl)aminoQ^alkylamino. 

A compound according to claim 1 or 2 wherein R 2 is aryl, Het 1 , C3.7cycloalkyl, or 

-galkyl substituted with one or two substituents selected from hydroxy, cyano, 
arnhm, mono- or di(Ci-4alkyl) amino, Ci.galkyloxy, Cj.galkylsulfonyloxy, 
Ci.gaikyloxycarbonyl, C3_7cycloalkyl, aryl, aryloxy, arylthio, Het 1 , Het*oxy and 

Het J thio; ahd if X is O, S or NR 3 , then R 2 may also represent aminocarbonyl, 
aminothiocarBsmyl, C ^alky lcarbonyl, Cj_4alkylthiocarbonyl, arylcarbonyl or 

arylthiocarbonyl. 
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4. A compound according tisi s any one of claims 1 to 3 wherein the 6-azauracil moiety 
is in the para position relativfesto the central carbon atom. 

5. A compound according to any oneW claims 1 to 4 wherein q is 1 or 2 and one R 4 
substituent is in the 4 position; and p iKl or 2 and the one or two R 5 substituents 
are in the ortho position relative to the central carbon atom. 

6. A composition comprising a pharmaceutical^ afcqeptable carrier and, as active 
ingredient, a therapeutically effective amount of a cbmpound as claimed in any 
one of claims 1 to 5. 



35 7. A process for preparing a composition as claimed in claim 6,; s wherein a 

pharmaceutical^ acceptable carrier is intimately mixed with a therapeutically 
effective amount of a compound as defined in any one of claims 1 tcv 

* — A com p ound as claimed in any one^fr ilaims 1 to 5 for use as a medicine. 
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•9r-Ss e of a compound -asxlaiBdedinanyone ^claims 1 to 5 in the manufacture of 
medicament for treating eosinophil-dependent 



a 



10. A process for preparing a compound as claimed in claim 1, characteriraH fry 
a) reacting an intermediate of formula (II) wherein W 1 is a suitable leaving group with 
an appropriate reagent ofyormula (HI) optionally in a reaction-inert solvent and in the 
presence of a base; 

(R 4 ), 



H— X— R 2 



(D 



(ID \ (in) 
wherein R 1 , R 2 , R 4 , X and q are as defined in claim 1, and D represents 



K- o 



wherein R 3 and p are defined as in claim 1; 



b) eliminating the group E of a triazine 



(V) 



)ne 



(I) 



NH 



wherein R 1 , R 2 , R 4 , R 5 , X and q are as defined\n claim 1; 

c) reacting a ketone of formula (X) with an intermediate of formula (m-a) in the 
presence of a base and in a reaction-inert solvent^ thus obtaining a compound of 
formula (I-a-2); 



o 

(X) 



C— D + H— R 2 



(R\ 



(IH-a) \ a-a-2) 

wherein R 2 , R 4 and q are as defined in claim 1 and D is defined as in claim 9a); 
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d) converting a dpmpound of formula (I-a-2) to a compound of formula (I-a-3) using 
art-known group transformation reactions, 

(R 4 ) q (£ 4 ) q 

/l \ ( f Cl -^ lkyl 

— ► £ y^-C— I 



OH 
I 

;— d 



C-D 

'2 
R 



(I-a-2) 



(I-a-3) 



wherein R 2 , R 4 and q are\as defined in claim 1 and D is defined as in claim 9a); 

e) converting a compoundW formula (I-a-2) to a compound of formula (I-a-4) using 
art-known group transformation reactions, 



/= =\ OH 



(I-a-2)\ 



/=-\_r 



(I-a-4) 



wherein R 2 , R 4 and q are as defined in claim 1 and D is defined as in claim 9a); 

f) converting a compound of formula (I-a-4) to a compound of formula (I-a-5) using 
art-known group transformation reactions, 

? 4) « hL •fa 

rKr w /=K T" 2 



a-a-4) 



(I-a-5) 



wherein R 2 , R 4 and q are as defined in claim u and D is defined as in claim 9a); 

g) reacting an intermediate of formula (XII) wherein W 4 is a suitable leaving group 
with an intermediate of formula (JUT) optionallyyin the presence of a suitable base; thus 
obtaining a compounds of formula (I-b); 



(R) a 




^1 

w 4 

(xn) 



CH— D 



H — X — R 



CH-D 

I 



<ro \ a-b) r' 

wherein R 2 , R 4 , X and q are as defined in claim 1 and D is defined as in claim 9a); 

h) reacting an intermediate of formula (XIV) with an intermediate of formula (XV) 
wherein W 3 is a suitable leaving group, in the presence\pf a suitable base and 
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optionally^ in the presence of a reaction-inert solvent; thus obtaining a compound of 
formula (I-c); 



(R 4 )a 



(XIV) 



-CH-r 



NH, 



+ W»-C — (C, - 6 alkyl or aryl) 
(XV) 



- Or* 



N 
H 

(C^alkyl or aryl) 

a-c) 



wherein R 4 and q are as defined in claim 1 and D is defined as in claim 9a); 

i) cyclizing an intermediate of formula (XX) wherein Y is O, S or NR 3 , to a compound 
of formula (I-d-1), in tr^e presence of a suitable solvent at an elevated temperature; 

— *■ Y_/j D 



(R 4 ), 

0~h,» 



(M-D 




wherein R, R 1 , R 4 and q are as defined in claim 1 and D is defined as in claim 9a); 

j) cyclizing an intermediate of fonflula (XXI) to a compound of formula (I-d-2) in a 
reaction-inert solvent at an elevated Temperature, 



(I-d-2) 



O N 



(xxi) <As„ \ sr 

HN R 

wherein R, R 1 , R 4 and q are as defined in claini 1 and D is defined as in claim 9a); 

k) cyclizing an intermediate of formula (XXII) V/herein Y is O, S or NR 3 , to a 
compound of formula (I-d-3), in a suitable solvent, 



a-a-3) 



O N 



(xxn) 



wherein R, R 1 , R 4 and q are as defined in claim 1 and D\s defined as in claim 9a); 



• 
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1) cyclizing\n intermediate of formula (XXIII) wherein Y is O, S or NR 3 , to a 
compound ofyformula (I-d-4), in a reaction-inert solvent and in the presence of an acid, 

-l-o -Oi" 



a-d-*> 



wherein R, R 1 , R 4 and\q.are as defined in claim 1 and D is defined as in claim 9a); 

m) cyclizing an intermediate of formula (XXIII) wherein Y is O, S or NR 3 , to a 
compound of formula (l\d-5), in a reaction-inert solvent and in the presence of an acid, 

CnV — * Or 



a-d-s) 



(xxm) 



.H 



N 



H 



wherein R, R 1 , R 4 and q are as defined in claim 1 and D is defined as in claim 9a); 
n) reacting an intermediate of formula (XXIV) with an intermediate of formula 



(XXV) wherein Y is O, S or NR 3 , 
compound of formula (I-d-6) in a 

\_/T D 



is a suitable leaving group; thus fo rmin g a 



rei 



-inert solvent and in the presnece of a base, 
0*\ 



+ w 5 -« 



HO— N 
(XXIV) 




(XXV\ (M-6) 

wherein R, R 1 , R 4 and q are as defined in claim 1 and D is defined as in claim 9a); 

o) reacting an intermediate of formula (XXVB with an intermediate of formula 
(XXVII) wherein W 6 is a suitable leaving group; thus forming a compound of formula 
(I-d-7), in a reaction-inert solvent and in the prAsnece of an acid; 
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wherein R, R 1 , R 4 and q are as\defined in claim 1 and D is defined as in claim 9a); 

p) reacting an intermediate of formula (XXXIII) with a thioamide of formula 
(XXXIV); thus forming a compound of formula (I-d-9) in a reaction-inert solvent at an 
elevated temperature; 



<* 4 > 0 



(R 4 ) a 



<A:h 2 -r 

halo 



(XXXIID 



(xxx 



N' 




15 

11. 



v\ 

(I-d-9) 

wherein R, R 1 , R 4 and q are as defined in claim \ and D is defined as in claim 9a); 

and if desired, converting compounds of formula ($) into each other following art- 
known transformations, and further, if desired, concerting the compounds of formula 
(I), into a therapeutically active non- toxic acid addition salt by treatment with an acid, 
or into a therapeutically active non-toxic base additioriysalt by treatment with a base, or 
conversely, converting the acid addition salt form into the free base by treatment with 
alkali, or converting the base addition salt into the free acrid by treatment with acid; and 
also, if desired, preparing stereochemically isomeric formk or //-oxide forms thereof. 



12. 




A process of marking a receptor comprising the steps of 

a) radiolabelling a compound as defined in claim 1; 

b) administering said radiolabelled compound to biological material, 

c) detecting the emissions from the radiolabelled compound. 

A process of imaging an organ, characterized hv. administering a sufficient 
amount of a radiolabelled compound of formula (I) in an appropriate composition, 
and detecting the emissions from the radioactive compound. 



